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Reviews
• A review of clay and clay-supported reagents in organic synthesis describes how
multicomponent reactions can be adapted for high speed parallel synthesis (Varma,
Tetrahedron, 2002, 58(7), 1235-1255).
Solid-phase synthesis
• A solid-phase synthesis of 3H-quinazolin-4-ones has been achieved using aldehyde-
functionalised resin with the final cleavage of a traceless linker and a subsequent
cyclisation (O’Mahony and Krchnák, Tetrahedron Lett., 2002, 43(6), 939-942).
• The sulphamoylation of solid-phase amines and subsequent Mitsunobu catalysed N-
alkylation has been employed to prepare sulphamides (Esteve and Vidal,
Tetrahedron Lett., 2002, 43(6), 1019-1021).
• The synthesis of macrolactones bearing a cyclopropyl ring condensed to the
macrocycle has been reported using a cyclisation-release strategy employing a
solid-phase supported stabilised sulphur ylide (La Porta et al., Tetrahedron Lett.,
2002, 43(5), 761-766).
• Eighteen diketopiperazines have been synthesised in good yields using a solid-
phase protocol and an O-phenacyl (OPac) ester linker (Wang et al., Tetrahedron
Lett., 2002, 43(5), 865-867).
• A new facile solid-phase synthesis of N,N’,N’’-substituted guanidines from an
immobilised amine component has been described (Kilburn et al., Tetrahedron,
2002, 58(9), 1739-1743).
• The solid-phase synthesis of pentasubstituted dihydroimidazolylbutyl
dihydroimidazol-3-ium salts starting with diacylated dipeptides has been recently
published (Acharya et al., Tetrahedron Lett., 2002, 43(7), 1157-1160).
• TentaGel supported active esters have been prepared and investigated for their
ability to effect aqueous-phase peptide couplings (Corbett and Gleason,
Tetrahedron Lett., 2002, 43(8), 1369-1372).
• The cyclic pentapeptide, c(RGDfK), a selective ligand for the avß3 integrin, has
been prepared on solid-phase support (McCusker et al., Bioorg. Med. Chem.
Letts., 2002, 12(4), 547-549).
Solution-phase synthesis
• DDQ catalysed oxidative cyclisation of phenolic Schiff bases has been used as the
key reaction in the solution-phase synthesis of a 352-member library of 2-
arylbenzoxazoles (Chang et al., Tetrahedron Lett., 2002, 43(6), 951-954).
• A versatile solution phase synthesis followed by a facile parallel purification
strategy has been used for the preparation of libraries of 1,2-phenethyldiamines
(Lowden and Mendoza, Tetrahedron Lett., 2002, 43(6), 979-982).
• The parallel synthesis of 3H-quinazolin-4-ones in an aza-Wittig reaction using a
perfluoroalkyl-tagged triphenylphosphine in a fluorous biphasic system has been
reported (Barthélémy et al., Tetrahedron Lett., 2002, 43(5), 807-810).
• A recently reported solution-phase synthesis of quinoxalinones uses a simple two-
step strategy that involves a Ugi reaction followed by removal of a Boc group and
cyclisation (Nixey et al., Tetrahedron Lett., 2002, 43(9), 1637-1639).
• Solution-phase combinatorial synthesis has been applied to the preparation of a
library of di-polyamide nucleic acid-arginine conjugates with potential anti-HIV
activity (Leroux et al., Tetrahedron Lett., 2002, 43(9), 1641-1644).
•
1H NMR has been used to analysis the progress of reactions on soluble polymers
without removal of the substrates from the polymer (Shey and Sun, Tetrahedron
Lett., 2002, 43(9), 1725-1729).
• The alumina-catalysed Michael addition of mercaptans to N-anilinomaleimides has
been used in the solution-phase parallel synthesis of libraries (Cheng and Comer,
Tetrahedron Lett., 2002, 43(7), 1179-1181).
• A soluble-polymer supported method for the synthesis of 2-
(arylamino)benzimidazoles has been described (Wu and Sun, Tetrahedron Lett.,
2002, 43(8), 1529-1533).
Novel resins, linkers and techniques
• Two novel polystyrene-supported selenosulphonate reagents have been prepared
and used for the AIBN-catalysed addition to acetylenes and the subsequent
synthesis of acetylenic sulphones (Qian and Huang, Tetrahedron Lett., 2002, 43(6),
1059-1061).
• The synthesis of ring opening metathesis, polymer (ROMPgel) supported
naphthalene and biphenyl reagents and their use in the catalytic lithiation reactions
of aryl and alkyl chlorides, and the reductive deprotection of benzyl and allyl ethers
has been described (Arnaud et al., Tetrahedron Lett., 2002, 43(6), 1081-1083).
• A water-soluble scavenger for anhydrides, acid chlorides and isocyanates based on
a quaternary ammonium salt has been developed (Ghanem et al., Tetrahedron
Lett., 2002, 43(9), 1693-1695).
• A one-pot synthesis of 2-aminothiazoles using supported reagents with the
potential for use in combinatorial chemistry has been developed (Kodomari et al.,
Tetrahedron Lett., 2002, 43(9), 1717-1720).
• A new reagent for the conversion of primary and secondary amines to guanidines
has been developed and converted to the polymer-supported variant (Dräger et al.,
Tetrahedron Lett., 2002, 43(8), 1401-1403).
• Polymer-supported reagents have been employed in a convenient synthesis of
disulfide substrates for trypanothione reductase (Chibale et al., Tetrahedron Lett.,
2002, 43(8), 1587-1589).
Library applications
• A library of diamidopyridine derived tweezer receptors with peptidic side-arms has
been prepared and used to select dye-labelled tripeptides (Arienzo and Kilburn,
Tetrahedron, 2002, 58(4), 711-719).
• Solid-phase combinatorial techniques have been used to prepare a series of 3-aryl-
2,4-quinazolinediones, some of which demonstrated cytotoxicity on human colon
carcinoma (Col2) tested by the sulphorhodamine method (Choo et al., Bioorg.
Med. Chem., 2002, 10(3), 517-523).
• The solid-phase synthesis of α- and aryl substituted 3-arylthio-N-hydroxy-
propionamides from itaconic acid has been used to generate novel potent and
specific inhibitors of MMP-2, 3, 9 and 13 (Chollet et al., Bioorg. Med. Chem.,
2002, 10(3), 531-544).
• An innovative polymer-assisted protocol has been used to allow the attachment of
amino-functionalised spacer arms to anti-malarial N6-substituted adenosine
derivatives (Golisade et al., Bioorg. Med. Chem., 2002, 10(3), 769-777).
• Combinatorial target-guided ligand assembly has been used to discover the first
known inhibitors of human tyrosylprotein sulfotransferase-2 (Kehoe et al., Bioorg.
Med. Chem. Letts, 2002, 12(3), 329-332).
• A small library of cyclodepsipeptide PF1022A analogues has been prepared on
oxime resin support using a cyclisation-cleavage method (Lee et al., Bioorg. Med.
Chem. Letts., 2002, 12(3), 353-356).
• Tripeptide libraries of the type Fmoc(W/F)XF have been screened for binding to
the large subunit of mouse ribonucleotide reductase (Gao et al., Bioorg. Med.
Chem. Letts., 2002, 12(4), 513-515).
• A combinatorial library of HIV protease inhibitors based on indinavir has been
prepared and used to find compound with greater potency and favourable
pharmacokinetics (Cheng et al., Bioorg. Med. Chem. Letts., 2002, 12(4), 529-
532).
• Following an acylated ß-amino acid lead found through combinatorial chemistry,
potent, specific and orally bioavailable antagonists of VLA-4 have been discovered
(Lin et al., Bioorg. Med. Chem. Letts., 2002, 12(4), 611-614).
• Homochiral a-ketoamide analogues of amino acids have been prepared in solution
and on solid-phase and used to prepare potent inhibitors of the hepatitis C virus
NS3 proteinase (Beevers et al., Bioorg. Med. Chem. Letts., 2002, 12(4), 641-643).
• Libraries of novel antimycobacterial combinatorial libraries of structurally diverse
pyrimidines have been prepared by three-component solid-phase reactions (Kumar
et al., Bioorg. Med. Chem. Letts., 2002, 12(4), 667-669).
• A combinatorial library of 28 pools of 180 compounds has been used to develop
the structures activity relationships of prototypical VLA-4 antagonists (de Laszlo
et al., Bioorg. Med. Chem. Letts., 2002, 12(4), 685-688).
